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REMARKS 



Claims 1-17 are pending in the application. Only Claims 1 and 12 are in independent form. 
New Claims 18 and 19 have been added by way of the present amendment. 

The application has been held to contain claims directed to more than one species of generic 
invention thereby being deemed to lack unity of invention as to not form a single general inventive 
concept under PCT Rule 13.1, The claims were held to contain a number of species for the active ; 



compound, the humectants, and optional auxiliary agents, to which the claims shall be restricted if no 
claim is finally held to be allowable. Applicant was required, in reply to the Office Action, to elect a 
single species from each of the active compounds, the humectants, and the optional auxiliary agents, 
to which the claims shall be restricted if no generic claim is finally held to be allowable. Applicant 
hereby provisionally elects gabapenrin as the single species for the active compounds and propylene 
glycol as the single species for the humectants. Applicant has amended the claims to remove the 
auxiliary agent from the independent claims thereby eliminating the need to make a species election 
therefor, The claims readable on the elected species include Claims 1, 2, 4 and 8-19. 



Applicant respectfully traverses the lack of unity of invention under Rule 13.1 as the active 
compounds all share the general formula as set forth in Claim 1 in common. Accordingly, the 



to the present claims and Applicant respectfully submits that all species set forth in the application 
should be examined as a single general inventive concept under PCT Rule 13.1. 

However, as set forth in the Office Action, Applicant has made the required species elections. 

In view of the foregoing amendments and remarks, Applicants respectfully submits that the 
application is in condition for allowance, which allowance is respectfully requested. 



Applicant respectfully submits that the lack of unity rejection under PCT Rule 13. 1 is not applicable 
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"VERSION WITH MARKINGS TO SHOW CHANGES MADE" 
IN THE CLAIMS : 

Claim 1 (amended). A stabilized solid composition containing a 4-amino-3-substituted- 
butanoic acid derivative which comprises a 4~amino-3-substituted-butanoic acid derivative 
having the general formula 



wherein, 

Rj is a hydrogen atom, a hydroxyl group, a methyl group or an ethyl group; 
R2 is a monovalent group selected from: 

a straight or branched alkyl group of 3 - 8 carbon atoms; 

a straight or branched alkylene group of 3 - 8 carbon atoms; 

a straight or branched alkyl group of 3 - 8 carbon atoms which is mono- or 
di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkoxy 
group, an alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 



with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms wherein said phenyl ring is mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, 
an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkeny 1 group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms; 



NH 2 CH 2 — C— < 
R l R 2 



CH 2 COOH 



a cycloalkyl group of 3 - 8 carbon atoms; 

a cycloalkyl group of 3 - 8 carbon atoms which is mono-, di- or tri-substituted 
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a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms 
wherein said phenyl ring is mono-, di- or tri-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitrp group, a carboxyl group or a carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms and is 
linked to an alkylene group having 1 - 4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-; j 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms, is j 
linked to an alkylene group having 1-4 carbon atoms optionally inteirupted with -0- 7 -S- or j 
-SS- and is mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a 
hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro 
group, an oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups | 
(-CH 2 -) is replaced by -O-, -NH-, -S-, -SO- or -S(0) 2 -; j 

a cycloalkyl group of S - 8 carbon atoms wherein one of the methylene groups ! 
(-CH2-) is replaced by -O-, -NH-, -S-, -SO- or -S(0)2-, and one or two of the unsubstituted 
methylene groups (-CH2-) are mono- or di-substituted with a halogen atom, a trifluoromethyl 1 
group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, an amino : 
group, a nitro group, an oxo group, a carboxyl group or a carboalkoxy group; j 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - ; 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or I 
cycloalkanedienyl ring being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0) 2 -; 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - \ 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or { 
cycloalkanedienyl ring being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0)2-„ and one or j 
two of the unsubstituted methylene groups (~CH 2 -) being mono- or di-substituted with a ! 

halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an j 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 
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a condensed ring group formed by ortho-fusion of a phenyl ring with a | 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 
replaced by -O-, -NH-, -S-, -SO- or -S(0)2S 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 
replaced by -O-, -NH-, -S-, -SO- or -S(0)2~, said phenyl group being mono- or di-substituted 

1 

with a halogen atom, a rrifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an alkylthio group, an amino group, a nitro group, a carboxyl group or a carboalkoxy 
group; 

> 

a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, j 
one of the methylene groups (-CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring j 
being replaced by -O-, -NH-, =N- t -S-, -SO- or -S(0) 2 -; j 

a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, j 
one of the methylene groups ('CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring 

being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0)2~, said phenyl ring being mono- or \ 

I 

di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group , ! 
an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group or a j 
carboalkoxy group; j 

an alkylcycloalkyl group wherein said cycloalkyl has 5 - 8 carbon atoms and is 
linked to an alkylene group having 1 - 4 carbon atoms optionally interrupted with -0-, -S- or 
-SS-, one of the methylene groups (-CH2-) in said cycloalkyl ring being replaced by -0-, 

-NH-, -S-, -SO- or -S(0) 2 -; 

an alkylcycloalkyl group wherein said cycloalkyl has 5-8 carbon atoms and is 
linked ro an alkylene group having 1-4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-, and one of the methylene groups (-CH2-) in said cycloalkyl ring being replaced by -O-, 
-NH-, -S-, -SO- or -S(0)2~ and one or two of the unsubstituied methylene groups (-CH2-) 
being mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 
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group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 



halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
amino group, a nitro group, a carboxyl group, a phenoxy group, a phenylmethoxy group, a 

phenylmcthoxy group wherein said phenyl ring is mono-substituted with a halogen atom, j 

trifluoromethyl group, an alkoxy group, an amino group, a nitro group, a carboxyl group or a ! 

carboalkoxy group, a cycloalkylmethoxy group having 5-8 carbon atoms in the cycloalkyl | 

ring, a cycloalkenylmethoxy group having 5 - 8 carbon atoms in the cycloalkenyl ring, a j 

cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring, a | 
cycloalkylmethoxy group wherein one of the methylene groups (-CH2-) in said cycloalkyl 

ring having 5-8 carbon atoms is replaced by -0-, -NH-, -S-, -SO- or -S(0)2-, a j 
cycloalkenylmethoxy group wherein one of the methylene groups (-CH2-) in said 

cycloalkenyl ring having 5-8 carbon atoms is replaced by -O-, -NH-, =N-, -S-, -SO- or \ 

-S(0)2-» a cycloalkanedienyl-methoxy group wherein one of the methylene groups (-CH2-) ir ! 
said cycloalkanedienyl ring having 5-8 carbon atoms is replaced by -O-, -NH-, =N-, -S- 7 
-SO- or -S(0)2- group, a cycloalkylmethoxy group having 5-8 carbon atoms in the 

1 

cycloalkyl ring wherein said cycloalkyl ring is mono-substituted with a halogen atom, j 

trifluoromethyl group, a hydroxy group, an alkyl group, an alkoxy group, an amino group, a | 

nitro group, a carboxyl group or a carboalkoxy group and one of the methylene groups ! 

(-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, -SO- or -S(0)2-, a ' 



cycloalkenylmethoxy group having 5-8 carbon atoms in the cycloalkenyl ring wherein said 
cycloalkenyl ring is mono-substituted with a halogen atom, a trifluoromethyl group, a 
hydroxy group, an alkyl group, an alkoxy group, an amino group, a nitro group, an oxo group, i 
a carboxyl group or a carboalkoxy group and one of the methylene groups (-CH2-) in said 

cycloalkenyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or -S(0)2-, or a 
cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring 
wherein said cycloalkanedienyl ring is mono-substituted with a halogen atom, a 



a phenyl or naphthyl group; 

a phenyl group substituted with a methylenedioxy group; 

a phenyl or naphthyl group which is mono-, di- or tri-substituted with a 
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trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an amino group, a 
nitro group, an oxo group, a carboxyl group or a carboalkoxy group and one of the methylene 
groups (-CH2-) in said cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 

-S(0) 2 -; I 
an alkylphenyl group wherein said phenyl group is linked to an alkylene group 

having 1-4 carbon atoms optionally interrupted with -0- 7 -S- or -SS-; 

an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to an 

alkylene group having 1 - 4 carbon atoms via -O-, -S- or -SS-; 
an -O-, -S- or -SS-phenyl group; 

a diphenylamino group; J 
an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
having 1 - 4 carbon atoms optionally interrupted with -0-, -S- or -SS- and mono-, di- or 

1 

tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, a alkyl group, 
an alkoxy group, an amino group, a nitro group or a carboxyl group; 

an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to an 
alkylene group having 1-4 carbon atoms via -O-, -S- or -SS- and mono-, di- or tri-substitutecl 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 
group, an amino group, a nitro group or a carboxyl group; 

an -O-, -S- or -SS-phenyl group wherein said phenyl group is mono-, di- or 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group , 
an alkoxy group, an amino group, a nitro group or a carboxyl group; 

1 

or 

R\ and R2, together with the carbon atom to which they are attached, may form a 
divalent group selected from: 

1 

a cycloalkylidene group of 5 - 8 carbon atoms; 

a cycloalkylidene group of 5 - 8 carbon atoms which is mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, a cycloalkyl group, a phenyl group, an amino 
group, a nitro group or a carboxyl group; 

a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl ring is replaced by -0-, -NH-, -S-, -SO- or -S(0)2~; 
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a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, -SO- or -S(0)2- group 
and one or more of the unsubstituted methylene groups (-CH2-) in said cycloalkyl ring are 



group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms which is mono-, di-, tri- or tetra-substituted with a halogen atom, 
a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio 
group, a cycloalkyl group, a phenyl group, an amino group, a nitro group, an oxo group, a j 
carboxyl group or a carboalkoxy group; 



group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 



group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 
-S(0)2- group and one or more of the unsubstituted methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring are mono-, di-> tri- or tetra-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms, said phenyl ring being mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 



mono-, di-, tri- or tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 



a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 



-S(0) 2 -; 



a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
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group, an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group 
or a carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - j 
8 carbon atoms, said phenyl ring being mono- or di-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitro group, a carboxyl group or a carboalkoxy group; and j 

a bumectant[; and, if necessary, an auxiliary agent] for manufacturing a j 

pharmaceutical preparation. < 

i 
i 

Claim 9 (amended). The stabilized solid composition containing a 4-amino-3-substituted- | 
butanoic acid derivative as claimed in claim [l] 18 wherein a total amount of said humectant is 0.01 - J 
25% by weight relative to a total amount of the 4-amino-3-substituted-butanoic acid derivative and an : 
auxiliary agent for manufacturing a pharmaceutical preparation, 

I 
i 

i 

Claim 12 (amended). A process for the preparation of a solid composition containing a 
4-amino-3-substituted-butanoic acid derivative having the general formula I 

NH 2 CH 2"/ C — CHjCOOH 
R l *2 

wherein, 

Rl is a hydrogen atom, a hydroxyl group, a methyl group or an ethyl group; 
R2 is a monovalent group selected from: 

a straight or branched alkyl group of 3 - 8 carbon atoms; 

a straight or branched alkylene group of 3-8 carbon atoms; 

a straight or branched alkyl group of 3 - 8 carbon atoms which is mono- or 
di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkoxy 
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group, an alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a cycloalkyl group of 3 - 8 carbon atoms; 

a cycloalkyl group of 3 - 8 carbon atoms which is mono-, di- or tri-substituted • 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy j 
group, an alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkyl group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkyl group of 4 - 8 carbon atoms wherein said phenyl ring is mono-, di- or ! 
tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group , ! 
an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group or a j 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms; j 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 

t 

cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms ! 

i 

wherein said phenyl ring is mono-, di- or tri-substituted with a halogen atom, a ! 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitro group, a carboxyl group or a carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 3-8 carbon atoms and is 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-; | 

an alkylcycloalkyl group wherein said cycloalkyl has 3 - 8 carbon atoms, is 
linked to an alkylene group having 1 - 4 carbon atoms optionally interrupted with -0-, -S- or 
-SS- and is mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a 
hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro 
group, an oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups 
(-CH 2 -) is replaced by -0-, -NH-, -S-, -SO- or -S(0)2S 



11/29/01 THU 16:11 [TX/RX NO 5438] 



i 

21027 



Nov-Z9-200l 03:19pm From- PATENMtlZER ANN ARBOR Ml 7346222928 ^ T-372 P. 028/033 F-792 

09/674,819 ™ -25- W PD-5774-01-DRK | 

a cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups ; 
(-CH2-) is replaced by -O-, -NH-, -S-, -SO- or -S(0)2~, and one or two of the unsubstituted 

1 

methylene groups (-CH2-) are mono- or di-substituted with a halogen atom, a trifluoromethyl : 
group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, an amino , 
group, a nitro group, an oxo group, a carboxyl group or a carboalkoxy group; 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - ; 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or 

cycloalkanedienyl ring being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0>2S j 

1 

a cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 
8 carbon atoms, one of the methylene groups (-CH2-) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0)2~, and one or j 
two of the unsubstituted methylene groups (-CH2-) being mono- or di-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an j 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is 

replaced by -O-, -NH-, -S-, -SO- or -S(0)2S ! 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 1 

cycloalkyl group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) is j 

replaced by -O-, -NH-, -S-, -SO- or -S(0)2-, said phenyl group being mono- or di-substituted j 
with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy 

group, an alkylthio group, an amino group, a nitro group, a carboxyl group or a carboalkoxy I 

group; j 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 

cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, j 

one of the methylene groups (-CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring | 

being replaced by -O-, -NH-, -N-, -S-, -SO- or -S(0) 2 S j 

a condensed ring group formed by ortho-fusion of a phenyl ring with a j 
cycloalkenyl group of 5 - 8 carbon atoms or a cycloalkanedienyl group of 5 - 8 carbon atoms, ; 



11/29/01 THU 16:11 [TX/RX NO 5438] 121028 



Nov-Z9-2001 03:19pm 
09/674,819 



From- 




IZER ANN ARBOR Ml 



-26- 



7346222928 




T-372 P. 029/033 F-792 
PD-5774-01-DRK 



one of the methylene groups (-CH2-) in said cycloalkenyl ring or cycloalkanedienyl ring 

being replaced by -0-, -NH-, =N-, -S-, -SO- or -S(0)2-, said phenyl ring being mono- or t 

di-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, j 
an alkoxy group, an alkyltbio group, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 5-8 carbon atoms and is 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -0-, -S- or 

l 

-SS-, one of the methylene groups (-CH2-) in said cycloalkyl ring being replaced by -0-, | 
-NH-,-S-,-SO-or-S(0)2S j 

an alkylcycloalkyl group wherein said cycloalkyl has 5-8 carbon atoms and is | 
linked to an alkylene group having 1-4 carbon atoms optionally interrupted with -0-, -S- or j 
-SS-, and one of the methylene groups (-CH2-) in said cycloalkyl ring being replaced by -0-, j 
-NH-, -S-, -SO- or -S(0)2- and one or two of the unsubstituted methylene groups (-CH2O j 
being mono-, di- or tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 
group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, an 
oxo group, a carboxyl group or a carboalkoxy group; 

a phenyl or naphthyl group; ' 



halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
amino group, a nitro group, a carboxyl group, a phenoxy group, a phenylmethoxy group, a 
phenylmethoxy group wherein said phenyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, an alkoxy group, an amino group, a nitro group, a carboxyl group or a 
carboalkoxy group, a cycloalkylmetboxy group having 5-8 carbon atoms in the cycloalkyl 
ring, a cycloalkenylmethoxy group having 5-8 carbon atoms in the cycloalkenyl ring, a 
cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring, a 
cycloalkylmethoxy group wherein one of the methylene groups (-CH2-) in said cycloalkyl 

ring having 5-8 carbon atoms is replaced by -0-, -NH-, -S-, -SO- or -S(0)2-> a 
cycloalkenylmethoxy group wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring having 5-8 carbon atoms is replaced by -O-, -NH-, =N- 5 -S-, -SO- or 



a phenyl group substituted with a methylenedioxy group; 

a phenyl or naphthyl group which is mono-, di- or tri-substituted with a 
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-S(0)2-, a cycloalkanedienyl-methoxy group wherein one of the methylene groups (-CH2-) in 



said cycloalkanedienyl ring having 5-8 carbon aroms is replaced by -O-, -NH-, =N-, -S-, 
-SO- or -S(0>2- group, a cycloalkylmethoxy group having 5-8 carbon atoms in the 
cycloalkyl ring wherein said cycloalkyl ring is mono-substituted with a halogen atom, 
trifluoromethyl group, a hydroxy group, an alkyl group, an alkoxy group, an amino group, a 
nitro group, a carboxyl group or a carboalkoxy group and one of the methylene groups 
(-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, -SO- or -S(0)2-, a 

cycloalkenylmethoxy group having 5-8 carbon atoms in the cycloalkenyl ring wherein said j 
cycloalkenyl ring is mono-substituted with a halogen atom, a trifluoromethyl group, a j 
hydroxy group, an alkyl group, an alkoxy group, an amino group, a nitro group, an oxo group, i 
a carboxyl group or a carboalkoxy group and one of the methylene groups (-CH2-) in said 



cycloalkenyl ring is replaced by -O-, -NH-, =N- f -S-, -SO- or -S(0)2-, or a 
cycloalkanedienylmethoxy group having 5-8 carbon atoms in the cycloalkanedienyl ring 
wherein said cycloalkanedienyl ring is mono-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an amino group, a 
nitro group, an oxo group, a carboxyl group or a carboalkoxy group and one of the methylene 
groups (-CH2-) in said cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 



an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
having 1-4 carbon atoms optionally interrupted with -O-, -S- or -SS-; 

an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to ar 
alkylene group having 1 - 4 carbon atoms via -O-, -S- or -SS-; 



having 1 - 4 carbon atoms optionally interrupted with -O-, -S- or -SS- and mono-, di- or 
tri-substiTuted with a halogen atom, a trifluoromethyl group, a hydroxyl group, a alkyl group, 
an alkoxy group, an amino group, a nitro group or a carboxyl group; 

an alkyl-O-, -S- or -SS-phenyl group wherein said phenyl group is linked to ar 



alkylene group having 1-4 carbon atoms via -0-, -S- or -SS- and mono-, di- or tri-substituted 



-S(0) 2 -; 



an -0-, -S- or -SS-phenyl group; 
a diphenylamino group; 

an alkylphenyl group wherein said phenyl group is linked to an alkylene group 
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with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy j 

group, an amino group, a nitro group or a carboxyl group; j 

an -0-, -S- or -SS-phenyl group wherein said phenyl group is mono-, di- or j 

tri-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, 

an alkoxy group, an amino group, a nitro group or a carboxyl group; 

or . i 

K\ and R2, together with the carbon atom to which they are attached, may form a ! 

divalent group selected from: 

a cycloalkylidene group of 5 - 8 carbon atoms; 

a cycloalkylidene group of 5 - 8 carbon atoms which is mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, a cycloalkyl group, a phenyl group, an amino 
group, a nitro group or a carboxyl group; i 

a cycloalkylidene group of S - 8 carbon atoms wherein one of the methylene j 
groups (-CH 2 -) in said cycloalkyl ring is replaced by -0-, -NH-, -S-, -SO- or -S(0) 2 S 

a cycloalkylidene group of 5 - 8 carbon atoms wherein one of the methylene 
groups (-CH2-) in said cycloalkyl ring is replaced by -O-, -NH-, -S-, -SO- or -S(0>2- group 
and one or more of the unsubstituted methylene groups (-CH2-) in said cycloalkyl ring are 
mono-, di-, tri- or tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl 
group, an alkyl group, an alkoxy group, an alkylthio group, an amino group, a nitro group, at] | 
oxo group, a carboxyl group or a carboalkoxy group; ! 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene j 
group of 5 - 8 carbon atoms; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms which is mono-, di-, tri- or tetra-substituted with a halogen atom 
a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio 
group, a cycloalkyl group, a phenyl group, an amino group, a nitro group, an oxo group, a 
carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH 2 -) in said 
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cycloalkenyl ring or cycloalkanedienyl ring is replaced by -O-, -NH-, =N- 9 -S-, -SO- or 
-S(0) 2 -; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene 
group of 5 - 8 carbon atoms wherein one of the methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring is replaced by -O-, -NH-, =N-, -S-, -SO- or 
-S(0)2- group and one or more of the unsubstituted methylene groups (-CH2-) in said 
cycloalkenyl ring or cycloalkanedienyl ring are mono-, di-, tri- or tetra-substituted with a 
halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkylidene group of 4 - 8 carbon atoms, said phenyl ring being mono-, di- t tri- or 
tetra-substituted with a halogen atom, a trifluoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, an amino group, a nitro group, a carboxyl group 
or a carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms; 

a condensed ring group formed by ortho-fusion of a phenyl ring with a 
cycloalkenylidene group of 5 - 8 carbon atoms or a cycloalkanedienylidene group of 5 - 
8 carbon atoms, said phenyl ring being mono- or di-substituted with a halogen atom, a 
trifluoromethyl group, a hydroxyl group, an alkyl group, an alkoxy group, an alkylthio group, 
an amino group, a nitro group, a carboxyl group or a carboalkoxy group, which comprises 

combining the 4-amino-3-substituted-butanoic acid derivative with a humectam [and, if 
necessary, an auxiliary agent] for manufacturing a pharmaceutical preparation. 

Add the following new Claims 1 8 and 19. 

Claim 18 (new). The stabilized solid composition containing a 4-amino-3-substituted 
butanoic acid derivatives as claimed in Claim 1 is further combined with an auxiliary agent. 
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Claim 19 (new). The process as claimed in Claim 12 wherein the solid composition further 
includes an auxiliary agent. 



11/29/01 THU 16:11 [TX/RX NO 5438] @]033 



